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AB The title compound I [Ring A is optionally substituted with one to five 

substituents selected from alkoxy, cycloalkoxy, halo, trihaloalkyl , alkyl, 
allyl, ale., (substituted) amino, oxo, alkanoyl, thiol, etc.; ring B comprises 
at lease one structure denoted by Ra and Rb which represent an ortho-quinone 
(-CO-CO-), or ortho- catechol (-COH-COH-) or ortho-catechol pro-drug moiety; 
the remaining carbons of B ring are optionally substituted with one to five 
substituents selected from alkoxy, cycloalkoxy, halo, trihaloalkyl, alkyl, 
allyl, ale., (substituted) amino, oxo, alkanoyl, thiol, etc.; Bridge X = 
alkene, alkane, alkyne, amide, amine, etc.] were prepared for the treatment of 
solid tumor cancers and other vascular proliferative disorders. For example, 
compound II was prepared in a multi-step synthesis starting from 5-bromo-2- 
hydroxy-3- methoxybenzaldehyde . The latter showed activity with IC50s of 2.1 
and 0.34 nM in the tubulin binding and MTT assays. 

IT 757996-22-8P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ,- THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of quinone and catechol derivs . for the treatment of cancers 
and other vascular proliferative disorders) 

RN 757996-22-8 HCAPLUS 

CN 1, 2-Benzenediol, 3 -methoxy- 6 - [ ( 1 Z) -2- (3 , 4 , 5-trif luorophenyl) ethenyl] - (CA 
INDEX NAME) 

Double bond geometry as shown. 




L12 ANSWER 2 OF 2 USPATFULL on STN 

ACCESSION NUMBER: 2004:308020 USPATFULL Full-text 



Page 3 of 5 




Serial No. 10/790,662 

Compositions and methods with enhanced therapeutic 
activity 

Chaplin, David J., Watlington, UNITED KINGDOM 
Edvardsen, Klaus, Lund, SWEDEN 
Pinney, Kevin G . , Woodway, TX, UNITED STATES 
Prezioso, Joseph Anthony, Boston, MA, UNITED STATES 
Wood, Mark, Milton, MA, UNITED STATES 

NUMBER . KIND DATE 



PATENT INFORMATION: US 2004242696 A1 20041202 

APPLICATION INFO.: US 2004-790662 A1 20040301 (10) 

NUMBER DATE 



PRIORITY INFORMATION: US 2003-467486P 20030502 (60) 

US 2 003 -450565P 20030228 (60) 

DOCUMENT TYPE : Utility 

FILE SEGMENT: APPLICATION 

LEGAL REPRESENTATIVE: MINTZ, LEVIN, COHN, FERRIS, GLOVSKY, AND POPEO, P.C., 

ONE FINANCIAL CENTER, BOSTON, MA, 02111 
NUMBER OF CLAIMS: 57 

EXEMPLARY CLAIM: 1 

NUMBER OF DRAWINGS: 7 Drawing Page(s) 

LINE COUNT: 3030 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB Novel quinone and catechol compositions, compositions containing prodrugs of 

quinone and catechol compositions, and methods of use for the treatment of 
solid tumor cancers and other vascular proliferative disorders. The 
disclosure particularly relates to the discovery of dual activity agents 
capable of generating both a vascular targeting effect and direct tumor cell 
cytotoxicity in order to achieve an enhanced anti-tumor response in a 
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